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Tin TfTF CLAIMS : 

(Thrice Amended) A compound of the Formula I 



^CO a H Q 



A 



R 2 



O 
I 

wherein B^isR 3 OC-, 
R^CO-, 

R a 




C 
ii 

O 

each R* U independently hydrogen, C^ 6 « ^CH 2 )n aryl; 
R2i s -(CRRVaiyl 

-(CRRVX^^ 
-(CRR^-Csubsnruted-aryi), 
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\ ! 

-(C£R) n -S-(CH2) n aryl. 

\- 

\ I 

-(CRR^-SC^CealkyU 





-CCRR)nS(CH2)nCOR a , 
O \ O 

» \ 1 , 

.(CRR)nS(CIf2)ixCOR a . 

II 
O 

.(CRR)nS(CH2)n-ary l > 
O 

-{CRR)nS{CH2)V«yl- 

i 

o 
o 

-{CRR)nSCC 1 -C6\irtl c yl' 
O 

0 

o 
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O 

-CH-NHCCi-C 6 alkyl, 
arykor substituted atyU 





C(CH2VarJ?: 



R6 is Wwj*^ _\ ^ ^H^cojRa or nydroxyl substituted Cl -C 6 alkyl; 
R7 is hydrogen, -SKCiW^). * -SOj-CC^alkyl); 

each n is independently 0\ 3, and the phannacenticaJly acceptable, salts, esters, anudes, 
and prodrugs thereof; \ 

excluding the fojlowing compounds: 

M Ber^vloxycarbonyl-^aspariic acid 2,6-dichlorobenzoyloxymethyl ketone; 
SXK^ ^oyloxymethyl ketone; 

N-Ben2yloxycarbonyl-L-aspamcWid2,6-dtcbloro-3^2-lS(- 

mornholinvlethoxy)ben2QyloxVmetbyl ketone; 
N-B^Sy^y^aspartie Ld2,6-dimetboxyl^oyloxy methy kerne; 
SIS5Sbonyl-L-4amc acid 2,dichloro-3-(benzyloxy)benzoyloxymetbyl 

vr iSvSxvcabonyl-L-aspartic aci^-a^tarnido-6-cWorobenzoyloxymethyl ketone; 
SSSy^Sl-tS-tic acid ketone; 
N-Benzyloxycarbonyl-L-aspartic acid 3to-butylsutfonanudo)-2,6- 

N-Be^Stoxycarbonyl-L-asparac acid 3-(N-ben2ylsulfonaroidQ)-2,6- 

dichlorohenzoyloxymethyl ketone; \ 
N-Benzyloxyc»rbonyl-L-aspamc acid ^-dichltfro-S-CN- 

inorpholinylsulfonani^ 
N JTetLyi 2,6YcWo ro ben Z oyloxymethyl ketone, 

N-(2-thienyl)carbonyl-L-aspartic arid 2 t 6-dicWorob v en2oyloxymetbyl ketone; 
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N-M- 



N-Bmyloxy&nyl-L-va^.ajamc *«^™^l yXo ^ y} ket one; 

N^SSy^aAl-L-aspartic acid 2,6-«U C hlo t0 benzo y loxym et hyl ***** 
N-(2-Furroyl)caibonyl-L-8Spamc ««* 2,6-dicUoio-3-{N- 

2 LSKnyl-L a& acid S.e-dicUoiobenzoyloxymetliyl ketone 
S^^dWaiB^yl^oyl-I.-^aztic acid a.e-dido^o^ymemyl 

N-BSSxycarbonyl-0"asp\ic acid 2,6^dichlorobenzoyloxymethyl ketone; 
SSxyT-SdL-L-alpakc acid a.^chlorobei^yloxymefliyllcetoue; 
S-J53SiS« -L-aspartc a*id 2,6-dicMorobenzoyloxymefcyl ketone; 
N-MSt-aUnme^aspartic acid 2,6-dicWotobenzoyloxymetby^ I ketone; 
N-SoxltS-L-aspartic ack 2,6-dichlorobenzoyloxymefcyl keme; 
N-Benzyloxy-L-vatoe-L-aspanic acid 2,6^icbiorobe»2oyloxyraetbyl ketone; 
N-BenzWy-D-aiantoe-L-aspartic ^ 

2 bSK£S^X^^Ih«W **» 2,6-dicnloioben2oyloxym e tliy ketone; 
SSStv^aE-L-aic acid 2,6^c»loK>benzo y loxymethyl ketone; 

NSoxy-U^-L-alaoine-L-^ ^ A 2 ^fj^°^ 6<hyl *"* 
N-^-pWpropionyl-va^^^ 

2-(N-KK 

iJ^^^J^y^l^^^^ *¥ 2-phenyletbylcarbonyloxymetbyl 

AdaSSie-l-caiboxylic acid 3.[2<2.beijzyJoxycattonylaiJuno-3-roethyl- 

butyrylanuno)-prepionylaroM 
AcridS^cSoxyUc P acid "a-p^-bmyloxyca^yWino-S-metbyl-butyrylairano)- 

oroptonylaroino]-4-catboxy-2-oxo-butyl ester, \ 
lH-SleTcart»xylic acid 3-^2-benzyloxycarbc^yiW 

propjonylaraino]-4-caiboxy-2-oxc~butyl ester, \ 
2-Me*yl-imid320lU-a] P yridine-3-catboxyUc acid 3-[2-(2^enzyloxycaibonylanuuo-3- 

metnyl-butyrylaniino)-prop^ , . , 

2-MetbQxy-3-tn4yl-q«»oUne^carboxylic acid 3-[2-(2-ben2yloxycarDonylanuno-3- 

raethyi-butyrylamino)-prepta^^ 
l,3-Dimethyl-lH-indole-2-caiboxylic acid 3.[2<2-benzyloxyckbonylanuno-3-metbyl- 
butyrylaminohpiopionyiainmoj-^arijoxy^-oxo-butyl estefc 
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9>Xan^9-carboxylic acid 3 -[2-{2-ber*yio^ 

1 caibonvl)-arainol-4-caibQxy-2-oxo-butyl ester; and \ ,. . , 

2,6-Soro-benzoii acid 3-[(4-benzyloxycarbonylar^^cyclW ro ecarbony^aauno]- 

4-carboxy-2-oxo-butyl ester. _^ — 




17. (Amended) A compound according to Claim 1 wherein each R a is hydrogen; R* is 
benzyioxyc^bonyl; R 2 is aryl-X(CRR) n -, aryHCRR^, or cycloaJlcyHCRKVi n U 1, 
2, or 3 ; X is O or S; and R is hydrogen, methyl, or benzyl. 

18. (Amended) A compound according to Claim 1 wherein each R a is hydrogen; 
Rl is benzyloxycarbonyl; and 

r3 is -(CH2)b-n£phthyl» 
-(CH2) n -phenyl > 
-(CH^-cycloaUcyi, 
-(CH2)nOCCH2)n-r4aphthyl, 

^c^otc^-p^ 1 ' or 

-(CH 2 )nS(CH2)n-phenyi. 
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20. 



(Twice Amended) Acoi 

hydrogen; and 

R 1 isbenzyloxycatbonyi; 



-K3- 

o 



, rop owd in accordance with Claim 1 wherein each R a is 



o 



o 




o 

II 



-C-CH-NHC— CHNHC— CTOWCC r C 6 alkyl , 
C^CH 3 CH 2 CH 2 C0 2 H 
O 

-C-CH-CH2-S-aryl I or 

I 

CH 3 

o o 

U II 

-C-CHCH2-S-aryl. 
1 k 

CH3 O 



34. 




(Amended) The compounds: 

fS>-5-(Napbraalene-l-yl-acetaxy^ 
HJcioyRy^ 

oxo-pentanoic acid; % , „ . . 

3-Butyrylarmno-5Hnaphthalen-2-yl-3cetoxy)^xo-pentanoic acid, 

S-Acetylamino-S-Cnaphthaien-l-yl-aceioxyH-oxo-pen^c and; 
3-(3Vemanesulfenyl-2-methyH^ 

OX ^ P ^^^Ji. b utyrylannno)-5-(naphthaIen-l -yl-acetoxy)-4-oxo-pentanoic acid; 



- 11 - 



Received from < 6177424214 > at 7130102 5:25:01 PM [Eastern Daylight Time] 



Ju 1-30-02 05:07pm From-LAH I VE & IELD, LLP 



6177424214 



T-726 P. 14/60 F-882 



U.S, Serial No, 09/284,424 
Group Art Urut No. 1623 



acid; 



, W3H3 -AcetyUttlfanyl- 2 ^ 



C acetrocy)~4-o xo-pent anoic ac>d. 



pi^c add new claims 52 - 54 usfottovfs: 
(New) A compound of the Formula I 




o 

II 

wherein R 1 is J^OC-, 
R 3 CO-, 
r3s0 2 -, 
R a 




O 

CNR R 



each R a is independently hydrogen, C r C 6 alkyl, or -(GH2>n aryU 
R^is -(CRR) a -axyl, 
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O o 

3s-CH-NHCCi-C6 alkyl, 
:H 2 )n 

Ll or substituted aryl, 



O 

« , 

cote 
o 



C(CH 2 )nVy^ 
R 6 is hydrogen, 

C!-C 6 alkA -(CH 2 )u aryl -(CH^CC^R* or bydroxyi substituted Cj-C 6 alkyt 
R7 is hydrogen, -S^Cj-Ca-aJkya or -^O^CrCe-dkyl); 
each n is independency 0 to 3, 

provided that Wn R 5a is 
O 

CO(CH 2 Varyi, 
thennisQL2 > or 3, and 

provided that when R 5a is 
O 

i - 

C(CH 2 )nary^ 

then n is 0, l,\r3, 

and the pharmaceutic ally acceptable, salts, esters, amides, and prodrugs thereof. 



53 . (New) A compound of the Formula I 



it 



*R 2 



O 



wherein is R 3 OC-, 
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'NCHRV or (y^^ Cm ^' = 




each R is independency hydrogen, C V C 6 alkyl, halogen or hydroxy; 
X is O or S; 
R3 is Ci -Cfi alkyl 
aryl, 

-(CHR)n-aryl 7 
-(CHR^substitu\ed aryl, 
O 

1 

-(CRRfoCORa 

KCRR)nO(CH2)n-^ 
cycloalkyl, 

substituted cycloalkyl^ 
O 

I 

-(CRR)nCNR a R a , 
O 
II 

-(CRR^-S-CC^aryl, 

O 
O 

I 

-{CRR) n -SCi-C 6 allcyi, 



R» 
I 

J-CH2CH-, 



HCRR)nS(CH2)nCOR a , 
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0 O 

1 0 

1 

o 
o 

In 

^(CRR)AS(CH2)n-ary^ 




-(CRR)aS&Ci-C6 aJJcyl, 
O 

B ^ 

O 

-{CRR^tCH^nCC^Ra, 
O 

-(CH2)nNHCCi-\:6 alky^ 
O 



or 



each R' is independently Cj-C6* 

aryl,or 
hydrogen; 
each J is independently 

-NH-S02-(Ci-C 6 -allcyl) 

-C0 2 R b , 
-CONR b R b , 
-S02NR b R b s or 
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-C(W)nNHCO(CH2)n-aryl 



<CH 2 )iAcH2)ii-«y l » or 
-Cj-C 6 *m\ X-Cj-Cg alkyl aryl; 





R 5a is 



o 

-COCi-Cg 

o o 

-C-CH'NHCC l -C6\^yl, 
I 

(CH 2 )n 

aryl or substituted ; 

CO(CH2)n or 
O 

II 

C(CH2)n^yli 

R6 is hydrogen, - 

Cj-Ce alkyl, <CH 2 hx «yl, -(CH2)nC02R a , or hydroxyl substituted C r C 6 alkyl, 

R7 is hydrogen, -SHC]-C 6 -alkyi). or^KCi-Ce-alkyl); 
each n is independently 0 to 3, 

provided that when R 5a is 
O 

CO(CH2>nary l > 
then n is 0, 2, or 3, and 
provided that when R 5£ * is 
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O 

I \ 

(CH2)n 

aiyl or substSked aryl; , , r , 

R 6 is hydrogen, Cl -C 6 5^(CH 2)n aryl. ^CH^R* or hydroxyl substuuted Cj- 

R7 is hydrogen, -SHCi^e^W-S^Cl-Ce-^ 1 ^ , 
each n I inipendewly 0 » 3, and S^armaceutically acceptable, sal.,, esters, armdes, 

and prodrugs thereof 
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